FEDERAL REPUBLIC Laid-Open Patent Application 



OF GERMANY 



GERMAN 
PATENT OFFICE 



DE 31 27 590 Al 



(21) Serial number: 

(22) Date of application: 

(23) Date laid open: 



(51) Int. CI. 3 : 

A61K 33/42 
A61K 31/60 
A61K 31/615 
A61K 31/05 
A61K 31/19 



P 31 27 590.7 
13 July 1981 
12 August 1982 



Domestic priority: 

12 July 1980 DE 30264994 

Applicant: 

Pavel Kozak, 6600 Saarbriicken, Germany 



Inventor: 

Pavel Kozak, 6000 Frankfurt, Germany 



DR.-ING. LOTTERHOS, PATENT ATTORNEY 



6000 FRANKFURT (MAIN) 1 
LIECHTENSTEINSTRASSE 3 
TELEPHONE: (0611) 55 50 61 
TELEGRAPH: LOMOSAPATENT 

POSTSCHECK-KONTO FFM 1667-609 

Y/ho FRANKFURT (MAIN), 8 July 1981 

Pave] Kozak 
Frangoisstrasse 35 
6600 Saarbriicken 



Patent Claims 

1. Means for external treatment of skin diseases, characterized in that it contains, as the 
active substance, a combination comprising salicylic acid, hydroquinone, resorcinol, 
benzoic acid and 85% phosphoric acid, with the relative weights of the individual 
components being 

0.02 to 6 g salicylic acid, 

0.02 to 6 g hydroquinone, 

0.02 to 6 g resorcinol, 

0.01 to 3 g benzoic acid and 

0.01 to 4 g 85% phosphoric acid, 
in-Gne-of-the-usual-carrier-materials-for-a-]otion7 milk; cream, salve brspray. 

2. Means according to Claims 1, characterized in that the active substance contains 
salicylanilide in place of salicylic acid. 

3. Means according to Claim 1 or 2, characterized in that the active substance contains 

0.01 to 3 g p-naphthol 
as an additional component. 

4. Means according to Claim 1 or 2, characterized in that it contains as the active 
substance a combination in which the individual components are in the weight ratio of 

0.02 to 4 g salicylic acid or salicylanilide 

0.02 to 4 g hydroquinone 

0.02 to 4 g resorcinol 

0.01 to 2 g benzoic acid 

0.01 to 3 g 85% phosphoric acid. 
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Means according to Claim 4, characterized in that the active substance contains 

0.01 to 2 g 3-naphthol 
as an additional component. 

Means according to Claim 1 or 2, characterized in that it contains as the active 
substance a combination in which the individual components are in the weight ratio of 

2.5 g salicylic acid or salicylanilide 

2.0 g hydroquinone 

1.5 g resorcinol 

1.0 g benzoic acid and 

1.5 g 85% phosphoric acid. 

Means according to Claim 6, characterized in that the active substance contains 

1.0 g |3-naphthol 
as an additional component. 

Process for preparing an agent according to Claims 1 to 7, characterized in that the 
individual components of the active substance, salicylic acid or salicylanilide, and 
hydroquinone, resorcinol, and benzoic acid, and (3-naphthol if desired, are dissolved or 
worked into the carrier material, followed by the 85% phosphoric acid. 
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Means for external treatment of skin diseases 



The invention concerns a means for external treatment of skin diseases, especially for 
treatment of Prurigo chronic, Pruritus chronic, all forms of eczemas, Lichen ruber planus, 
dermatomycoses, psoriasis, Porphyria cutanea, all forms of acne, all forms of scleroderma 
?$erjhan Scleroderma progressive, ichthyosis and Epidermolysis bullosa. 



Many preparations with quite varied active ingredients are already being used to treat these 
skin diseases, but none of them reliably give lasting cures. 

For instance, treatments with preparations containing cignolin (1,8,9-anthracenetriol) have in 
many cases caused intolerance, toxic symptoms, and in the cases with intolerance, the 
curative action was of only brief duration. 

No effect could be obtained with lotions containing resorcinol and salicylic acid on 
prurigenous skin diseases, and only slight improvements of brief duration on other diseases. 

Corticoid salves produced improvement of dermatitis and dermatosis only in the initial stages, 
and the improvements lasted only while treatment continued. There were recurrences in 80% 
of the cases after the treatment was stopped. 

It is known that severe biological changes occur when there is generalized dermatosis in the 
body. They cause deterioration of the general state of the patient. It is also known that the 
antipruritic actin obtainable with the various preparations is very slight with endogenous 
eczemas and other generalized prurigenous diseases. Attempts to obtain improvement by long- 
term treatment of these diseases with corticoid salves failed, as the skin became habituated to 
4J}e^rti€oids^veMimercausing-a-severe^ — 

The invention concerns a means for external treatment of skin diseases, which is quite 
tolerable and has 100% antipruritic action which begins a few minutes after application of the 
preparation to the diseased site, especially when the active ingredient combination is used as a 
lotion. 



The means of the invention is characterized by that fact that it contains, as the active 
ingredient, a combination comprising salicylic acid, which can be replaced by salicylanilide, 
hydroquinone, resorcinol, benzoic acid, 85% phosphoric acid and, optionally, |3-naphthol, in 
which the individual components are in the relative weights of 

0.02 - 6 g, preferably 0.02 - 4 g salicylic acid or salicylanilide, 

0.02 - 6 g, preferably 0.02 - 4 g hydroquinone, 

0.06 - 6 g, preferably 0.02 - 4 g resorcinol, 

0.01 - 3 g, preferably 0.01 - 2 g benzoic acid, 

0.01 - 4 g, preferably 0.01 - 3 g 85% phosphoric acid, and, optionally, 
0.01 - 3 g, preferably 0.02 - 2 g 0-naphthol 
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in one of the usual carrier materials for a lotion, milk, cream, salve or spray. The 85% 
phosphoric acid can be replaced by the corresponding amount of phosphoric acid at higher or 
lower concentration. 

Investigations have shown that particularly good curative results are obtained with all 
prungenous skin diseases, such as all eczemas, if the active substance combination does not 
contain any 0-naphthol; and, on the other hand, substances containing p-naphthol give 
particularly good curative action in psoriasis and scleroderma, especially striate scleroderma. 

The exact proportions by weight of the individual components in the active substance 
combination depends on the clinical picture of the skin disease to be treated. An active 
ingredient combination in which the individual components occur in the weight proportions of 

2.5 g salicylic acid or salicylanilide, 

2.0 g hydroquinone, 

1.5 g resorcinol, 

1.0 g benzoic acid, 

1.5 g 85% phosphoric acid and, optionally, 
1.0 g p-naphthol 
has proved to be particularly useful. 

The means according to the invention is characterized by the fact that it destroys the disease 
ractors of the diseased skin surface, localizes and limits the pathological process, normalizes 
the metabolism of the epidermal cells, regenerates the skin structure, regenerates the normal 
reactivity of the skin to the usual stresses such as sunshine, temperature variations, and 
contact with soaps, washing powders, and alcohol; and, because of its very high activity and 
its 100% antipruritic action, requires only a very brief period of treatment and treats all 
-recurrences, 



The invention also concerns a process for preparing an agent for external treatment of skin 
diseases, by which the individual components of the active substance: salicylic acid or 
salicylanilide and hydroquinone, resorcinol, P-naphthol and benzoic acid are first incorporated 
into a earner material for a lotion, milk, cream, salve or spray, in a manner which is itself 
known, followed by the 85% phosphoric acid. 

The compositions normal for the particular type of preparation are used as carrier materials. 
tor example, any non-toxic alcohol that is tolerated by the skin and which is an adequate 
solvent for the components of the active substance can be used for a lotion. Some examples 
are: isopropyl alcohol and ethyl alcohol. The lotions are used by preference if rapid 
antipruritic action is desired. 



5 



Example 

2.5 g salicylic acid 
2.0 g hydroquinone 

* •■*. .»^5».*l«^.ljg«ll(gSQXCin.@l fcl v., ....a,,*.-^. ,«.■-,'.„■»■, 

1.0 g benzoic acid, and, optionally, 
1.0 g 0-naphthol. 

Lotion according Corticoid salve Lotion with 

to the invention, , 



Antiprurigenous action 100% 50 % 



resorcinol and 
salicylic acid 



without P-naphthol 

cn% 30% 

Regeneration of the skin 95% 
surface 22% 10% 



Tolerability 



85% 90% 



to 



Recurrences 3 . 7% g()% 



90% 
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Translator's note 



per. p. 3, par. 3: Cignolin (1,8,9-anthracentriol) 
'Cignolin' appears to be a tradename; also known as 
«deox # ali^ 



